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Specification 

1. Title of Invention 

Hypoglycaemic agent 



2. Patent Claim 

Hypoglycemic agent which has a compound represented by the following formula as the 
active component. 




[In the formula, Ri denotes hydrogen atom or lower alkyl group, R 2 denotes a linear, 
branched or cyclic alkyl group, a pyridyl group which may have a substituent on the 
nucleus or a pyridylmethyl group, and n denotes 1-3]. 
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3. Detailed Description of the Invention 

This invention is the invention of a hypoglycemic agent which has a compound represented 
by the following formula (I) as the active component 



[In the formula, R| denotes hydrogen atom or lower alkyl group, R? denotes a linear, 
branched or cyclic alkyl group, a pyridyl group which may have a substituent on the 
nucleus or a pyridylmethyl group, and n denotes 1-3]. 

Known compounds are included in the aforesaid compound represented by the formula (I), 
but in the previous literature in which they are mentioned, there is no mention at all of a 
hypoglycemic effect or a pharmacological action suggesting this. 

The compounds of this invention represented by the aforesaid formula (I) may be obtained 
readily by usual methods of reacting an amine compound with a methoxybenzoyl chloride 
compounds in the presence of a base such as triethylamine, as illustrated in the following 
reference example. 

Reference Example 

4-methoxybenzoyl chloride 17 g was added gradually under ice cooling and stirring to a 
mixed solution of 3-aminopyridine 9.4 g, triethylamine 15ml and acetone 200 ml. After 
stirring for 30 minutes at the same temperature then for 60 minutes at room temperature, the 
reaction solution was poured into 1 1 of water, and the crystals which precipitated were 
collected by filtration and washed with water, then re-crystallised from methanol, to obtain 
175 g of colourless acicular crystals of 4-methoxy-N-3-pyridylbenzamide (compound 1), 
melting point 168-170°C. 

Elemental analysis as molecular formula C j 3 H 1 2 N 2 0 2 

C H N 
theoretical value (%) 68.41 5.30 12.27 
experimental value (%) 68.33 5.27 12.24 

The compounds of Table 1 were obtained in the same way. 




[I] 
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The compounds of this invention obtained in this way have excellent hypoglycemic action, 
and are effective at 100 mg/kg in man, and their effect is maintained by administration of 
0.1-100 mg once a day for 24 hours or more. 

For administration, a preparation is used which has been formed into the desired form by a 
customary means normally used in drug formulation. 
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Example 1 

5-week-old mice (male, body weight 25-30g) with 5 animals in a group were fasted for 16 
hours, and then alloxan at 75 mg/kg was administered intravenously. After 48 hours, a 
solution or suspension of a compound of this invention (200 mg/kg) was administered 
orally, and after 150 minutes, blood was taken from the heart and the glucose level was 
measured using glucose oxidase. The measurement results are exemplified in Table 2. 



Table 2 



Administered Blood glucose value (mg/dl) 
compound mean ± S.D. 
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In the Table, the compound number corresponds to the compound number of the reference 
examples. 



Example 2 

4-methoxy-N-3-pyridylbenzamide (compound 1) 100 parts 

calcium hydrogen phosphate 58.5 parts 

crystalline cellulose 50 parts 

corn starch 40 parts 

calcium stearate 1 .5 parts 

These components were mixed well and pressed into 250 mg tablets (content of active 
component 100 mg/tablet) by usual methods, for use as a hypoglycemic agent. 
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